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BASIC-ABSTRACT: 

Prevention and treatment drugs and antiallergic food for diseases having membrane stabilising action to 
mast cells and contains borneol as active component. 

Also claimed are prevention and treatment drugs and antiallergic food having histamine releasing action 
based on membrane stabilising action to mast cells and contains borneol as active component. 

Further claimed is antiallergic drugs and food additives where active component is borneol. 

Borneol is prepd. by redn. of camphor with Na metal in sec. or tert. alcohols, by high-pressured 
hydrogenation of camphor, or from plants such as Dryobalanops aromatica Gaert. fil. in 
Dipeterocarpaceae, P.palustris Mill, and Abies concolor Lindl. et Gord. in Pinaaceae, Curcuma longa 
Linne in Zingiberaceae. The dose is 0.1-2500 mg/day/an adult, pref. 10-1000 mg, esp. 50-30 mg. 

USE/ADVANTAGE - Drugs are useful for allergic rhinitis such as pollinosis, atopic dermatitis, 
urtication, allergic asthma and asthma induced by athletes. They are effective for allergy in anaphylaxy- 
type without side effects such as sleepiness and hydrodipsia. 

In an example, suspension of mast cells from abdominal cavity of rat was prepd. to Ixl0power6 
cell/mol, and to it, cpd. 48/80 (0.8 micro-g/ml) was added to release histamine. Borneol inhibited 40.4% 
to release histamine induced by cpd. 48/80. 
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(54) ANTIALLERGIC AGENT 

(57)Abstract: 

PURPOSE: To obtain a therapeutic and preventing 
agent for I type allergy comprising borneol as an active 
ingredient with hardly any side effects such as 
sleepiness and hydrodipsia. 

CONSTITUTION: This preventing and therapeutic agent 
comprises borneol expressed by the formula as an 
active ingredient. The agent is useful for diseases 
against which mast cell membrane stabilizing action is 
effective and diseases against which suppressing action 
of histamine liberation based on the mast cell membrane 
stabilizing action is effective. Allergic rhinitis such as 
pollinosis, atopic dermatitis, urticaria, allergic asthma 
and exercise-induced type asthma are cited as specific 
examples of diseases and the daily dose of the borneol 

is usually within the range of 0.1-2500mg, especially 50-300mg for an adult. The agent is 
preferably administered as a tablet, capsule, powder, granule, solution such as a syrup, 
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CLAIMS 



[Claim(s)] 

[Claim 1] Prevention / therapy agent and antiallergic food of a disease with the effective mast cell 
membrane stabilizing action which makes a borneol an active principle. 

[Claim 2] Prevention / therapy agent and antiallergic food of a disease with the effective histamine 
isolation depressant action based on the mast cell membrane stabilizing action which makes a borneol an 
active principle. 

[Claim 3] The antiallergic agent and food additive which make a borneol an active principle. 
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[Detailed Description of the Invention] 
[0001] 

[Industrial Application] This invention relates to a new antiallergic agent. Furthermore, it is related with 
the antiallergic agent and antiallergic food which make a borneol an active principle in detail. 
[0002] 

[The background and the conventional technique] of invention Although it is said that the place 
depended mainly on change of eating habits is large, the patients of the allergosis have been increasing 
in number remarkably in recent years. Although allergy is a defense reaction to a living body's foreign 
matter, even if it tells allergy to a mouthful, the type can roughly be divided into four. I-beam allergy 
(immediate type allergy) depends the allergic rhinitis which says that whose symptoms are 
comparatively shown by re-invasion of an antigen for a short time, and is represented by the so-called 
atopic asthma, pollinosis, etc. on this reaction. II mold allergy (cell damage nature anaphylactoid 
reaction) is a reaction an antibody joins together and is induced by whose antigen which exists on a cell 
cortex, and serves as a side effect which happens in case it is the blood group incompatibility at the time 
of transfusion, and the main factor of autoimmune diseases, such as systemic lupus erythematosus 
(SLE). Ill An antigen-antibody complex sediments several hours or several days after from living body 
invasion of an antigen in the living body, the deposition of the mold allergy is carried out to a blood 
vessel wall, and the acute inflammation whose symptoms are shown by activating complement here is 
said. If IV mold allergy (delayed hypersensitivity reaction) medicates with an antigen again the 
individual for which immunity was materialized, the inflammatory response accompanied by the 
cementation which reaches the highest 24 - 48 hours after will be said, and a tuberculin reaction, graft 
rejection, etc. will hit this. 

[0003] I-beam allergy can be considered as most familiar thing in the above allergic response. If the 
mechanism is explained a little in more detail, the IgE antibody and antigen in a mast cell or the film 
front face of basophilic leucocyte will produce an antigen- antibody reaction, and when a histamine, 
SRS-A, etc. are isolated from a mast cell or basophilic leucocyte, symptoms will develop. 
[0004] To the therapy and prevention of I-beam allergy, administration of the mast cell membrane 
stabilizer represented by the antihistamine (HI blocker) represented by chlorpheniramine, 
diphenhydramine, etc., cromolyn, and tranilast has been made conventionally. However, the former has 
side effects, such as sleepiness and thirst, and it is hard to use it for the member of society who is 
working by the 1st line, a candidate, and a senility layer. Moreover, the operation which mitigates 
promptly the fit to which the latter has already happened can hardly be expected, but has further the fault 
that it is hardly effective to a grand mal attack. Therefore, it still craves for prevention / therapy agent of 
still newer I-beam allergy. 
[0005] 

[Problem(s) to be Solved by the Invention] this invention person etc. started research of the therapy and 
preventive of the I-beam allergy of side effects, such as sleepiness and thirst, type [ little ] in view of the 
above situations. Consequently, the borneol found out attaining the desired end and completed this 
invention. 
[0006] 

[Means for Solving the Problem] Therefore, this invention is the antiallergic agent and antiallergic food 
which make a borneol an active principle. 

[0007] The borneol concerning this invention is a general formula (I). 

[0008] 

[Formula 1] 
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[0009] It is white powder, tabular, or a piece-like crystal with the vaporization nature and sublimability 
which come out and have the weak camphor Mr. aroma shown. 

[0010] A commercial item is easy to be natural and a borneol is obtained also by returning camphor in 
the 2nd or tertiary alcohol using metallic sodium, or carrying out high-pressure hydrogenation of the 
camphor. Moreover, Dipterocarpaceae (Dipeterocarpaceae) RYUUNOUJU (Dryobalanops aromatica 
Gaert.fil.) The Pinus palustris (P. palustris Mill.) of Pinaceae (Pinaceae), curcmae rhizoma (Curcuma 
longa Linne.) of koro RADOMOMI (Abies concolor Lindl.et Gord.) and Zingiberaceae (Zingiberaceae) 
etc., although obtained also as components with a main essential-oil component The borneol concerning 
this invention could be obtained from which approach. 

[001 1] Furthermore, if it is the vegetation containing the vegetable borneol mentioned above when it is 
going to obtain the borneol of the vegetable origin, no matter it may be obtained from what vegetation, 
the effectiveness concerning this invention will be demonstrated. In this case, vegetable harvest time, 
especially a place of production, etc. are not limited. Also in the extract approach, it can obtain easily in 
the approach usually performed. 

[0012] Moreover, although as for a borneol various isomers exist so that clearly also from the structure, 

it cannot be overemphasized that the borneol concerning this invention also includes these. 

[Function] Mainly although the borneol concerning this invention is known matter known as ****** or 

solubilizing agents, such as perfume, such as soap and a bath liquid, and buccals, flare medicine, it finds 

out an antiallergic operation as an operation of a new borneol in this invention. 

[0013] 

[Effect of the Invention] The example of a pharmacology experiment which clarifies effectiveness of 
this invention is shown below. 

It is 1x106 cell/ml about the suspension of the histamine isolation depressant action 1 . experiment 
approach rat intraperitoneal mast cell of the borneol using an example of pharmacology experiment 1 rat 
intraperitoneal mast cell. It prepared, the histamine was separated by compound 48/80 (0.8 microg/(ml)), 
and the isolation inhibitory action of the borneol to it was investigated, compound 48/80 The histamine 
burst size was made into 100%, and it asked for the rate of histamine release inhibiting of a borneol. 
0014] 2. The experimental result of the experimental result above is shown in the following table 1. 
[0015] 





fli im m t%) 




4 0. 4 



[0016] It injected with 0.1ml of measurement 1. experiment approach anti-ovalbumin rat blood serums 
of the rate of histamine isolation control by example of pharmacology experiment 2 PC A reaction at a 
time in the regions-of-back hide of the Wister system male rat (weights 200-3 OOg), and they carried out 
sensitization passively. Ovalbumin and the Evan SUBURU solution were prescribed for the patient, 
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respectively, and PCA reaction was made to cause two days after, after 30 minutes and dye leakage 
spots - starting — Harada (Harada) ** it measured according to the approach. The rat group 
administered specimen material 200 mg/kg orally to one side at PCA reaction inducement 40 quota by 
dividing into three. Moreover, tranilast 120 mg/kg which is a known antiallergic agent was administered 
orally to one group. The coloring matter leak at that time was measured. 

[0017] 2. The result of the above-mentioned experiment below to an experimental result is shown as 
Table 2. 



[0018] 




Table 2] 






J flitHfl; (wg/spot) 


tr t ? )\> 


3.18 




0.2 0 




1.41 



[0019] From the above experimental result, it became clear that a borneol has an antiallergic operation. 
Furthermore, the operation became clear [ having the tranilast, etc. the EQC, or the antiallergic operation 
beyond it conventionally known as a mast cell film stabilizing agent ]. That is, the borneol concerning 
this invention has the effective histamine isolation depressant action based on mast cell membrane 
stabilizing action as a prevention / therapy agent of an effective disease. If the example of a concrete 
disease is given, allergic rhinitis, such as pollinosis, atopic dermatitis, hives, allergic asthma, movement 
induction mold asthma, etc. will be mentioned. 

[0020] When using the borneol concerning this invention as an antiallergic agent, it is desirable to 
prescribe a medicine for the patient by the usual approach as liquids and solutions, such as a tablet, a 
capsule, powder, a granule, and syrup, ointment, inhalations, suppositories, etc. These pharmaceutical 
preparation-ization can be easily performed by the approach usually used. Moreover, although it can 
fluctuate suitably according to individual difference, such as existence of susceptibility and complication 
to a patient's age, sex, weight, a symptom, severity, and a drug, or its class, it is usually desirable [ a 
dose / still more preferably ] 10-1000mg preferably adult 1 day 0.1-2500mg and to prescribe 50-300mg 
for the patient. 

[0021] Moreover, toxicity of a borneol is low, and since safety is also high, it is high also in the 
semantics. [ of the usefulness of this invention ] If an example is given, fifty percent lethal dose of 500 
mg/kg (p. o.) and a mouse of fifty percent lethal dose of a rat will be 1059 mg/kg (p. o.). 
[0022] Furthermore, also in the point that a child and an aged person can also catch reasonable and can 
do prevention and the therapy of allergy simply also at a home, this invention is significant by adding, in 
case jelly, a pudding, etc. are built. 
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